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t>)]yx.^uypr^ytjiE(D'^^mmm^m>^<D^^^}fkm\f^::i}ii^'^X-m^. 

] , [3] . [4] [5] ©{t^i^CD^e^t bV^:^h L-C», ^S#6!llCfF 

^ ^ 41 -6 P tf e> a „ 
10 0 3 73 

[0 0 3 83 

iK^t/;vS<5Dmi^M^. ^:!^:^-'r)VOmnm'f^ e FD 



11-3085387 



4 



iff 5p 11-080693 



[0 0 3 9] 

J: rjf r ;i/ =3 A^^tf ^ ^ = 

[0 0 4 0] 

mMit^tlf^mMUlt,. t=.t.^\t. e/t^;V (S YB YL ; ^Hb^-f3K;^ (T 

Ripos) *fc) j&ifotf-^'fb^yny^AJcj; tj, M^CD^jgftii'fbtf-^ (ff 
^-fti^APg. ^^^±. 1994^) -e^;s?)e3ti-5:3i^>'V^-=^/h^5t?:^t* 

[0 0 4 1 ] 

;k ^;w"«^>r;i/, r^v^;!/^^. t;v^;i/x;v>'-< — ;k r;!/^^ 

1j_;i,;;^^;i,j}^-;V7'^y^J:t5^^^^S; R^^ R ^ ^ J: tJl R ^ {C Ct ■£> T^l/ 



mH^^ 11-3085387 



1 1 — 08069 



. Tbv'i/A^^;!/. rJi^Ji'^^^ 7)\'^}\^:^}\/y ^ ^)\^. 
T;i/^;i'T^ Ti'Ji/T^y. t;i/^;L'x;i/^— ;i/T^ y> r u-;l/:x.;^:J^- 
T;i/^;t'r^y, yt/)vr^j. t^v^A'XA'j}^— ^ 
T^j^i/A^e^;!/, T^i/^;!/^:^. r;v=¥A';^;v:7^' -;k 
Ti/-n/. T^vndf sy^sj;!/^— Ty-;^7^:ari^3^J;v3K-;K :^;i//t=e 



3 2 



ijl 11-3085387 



#5p 1 1 — 0 8 0 6 



[0 0 4 2] 

^§^m<0^ 1 65:7 r-vny :^--icM-^-t^'f[::-a-^^®-^"^> >'r — v^■7:^- 
N 2 fe<J:y=N 3 <DWm.m,7Sy^y^7s h n - A^^±:^^o9.78;ar>5^X h G- 
AJ^T"e^ N 2 ^ J^y^N^ Oi^||;?»^6.97;*->^X h n -AJe^±;&>0 13.26:^ 
□ - AJI^^TT*^ U , N 2 ^ ^ 5 ®^il;&^9.37;*-> ^ h 0 - AJ!5(± 
;^)^ol3.32:^>^X h n - A^TT'^ y, N 3 ^^t^^ ^ (Dmmm.S3:t>^::^ 
hV~J:K&^±tf^^lO.Bl:ty^::^ hn-AJgiTT'S^y, N 3 ^^tJ^N 5 (D|^il;6^3 
.31:t>5^::^ hn-A^±;&^t:)9.97:^>y^ h O - A^TT'$> > feJ:t/N 
5 ®I^lK;()M.32:^->^^>(. b D - AJe*_hA^':38.25:;r > h U - AJfitTT^^^ r 



3 3 



ffiiE#^ 11-3085387 



11-0806 S 



v^^^i^^;N2. N^^ciiyfNg:^^. rj]y^jvm0^m^j'. r)v^=z.jvm<o 

[0 0 4 3] 

^^^©-135^ [2] O-fb-^ifeO^^. AA^*^ L-TXA^:3f:>^g^^ 
EiL-i5^;i/d2^>^^ : AA'^. A A ^ ^«tnfA A L-n-f£/>^X, L 
--f yp-f L-r^ — >^Stfet*L-Ay ; A A ^;()^, L- 

[0 0 4 4] 

^^moy-m^ [3] CD-fb-^i^COe) ZA^^. - (CHg) n- (nl^. 1^ 
[0 0 4 5] 



[-ffci 7] 




3 4 



11-3085387 



1 1 — 0806 9 



[fb 1 8 ] 



— N. 




R 



,14 



[0 0 4 6} 
[-ft 1 9 ] 



[0 0 4 7] 

Ac-Cy s-G 1 y-G 1 n-Leu-Asp-Leu-A 1 a-Leu-G 1 y-Cys-NH 2 
Ac-Cys-G 1 y-G 1 n-Leu-Ser-Leu-A 1 a-Leu-G 1 y-Cys-NH g 
■ Ac-Cys-G 1 y-G 1 n-Leu-Asp-Leu-A 1 a-G 1 y-G 1 y-Cys-NH g 
A c-Cys-G 1 y-G 1 n-Leu- A sp-Leu- A 1 a-Asn-G I y-Cys-NH g 
AC"Cys-G 1 y-G I n-Leu-Ser-L u-A 1 a-Asp-G 1 y-Cys-NH ^ 




3 5 



ffil£E#¥ 11-3085387 



11—08069 



Ac-Cys-G 1 y-Asn-Leu-Asp-Leu-A 1 a-Asp-G I y-Cys-NH ^ 
[0 0 4 8] 

• (3S) -8- (3 -:>i5^;i/:;^^U^» -4- (4 -:A^;i/^>i5f y 
- 1 -■f-r-4 -TifXtfu [4. 5] -■7^:;i3>- 3 -:«7;i/3K>'l? 

• 2- [ (2s) -4- (2, 4 -e;^ y:/h^i/'<>y-r;i/) -i- (s-;^ 

• 2 - (2--fV:/hdrS/-5 - { [ (2S. 4R) -4 - (-f V U 7^::^ ^ 

S/) -2- (>f v^n:J<^i/5!7;i/3K--n/) 7=- t kd - i h- i - trn 'j;i/3 

• 2- (2 --f V>^h^f>- 5 - { [ (2S) -4--f y^>^;i/-2- (-fV 

' 2- (5- { [ (2R) -2, 4-i^-f y^>5^;i/-3-:4'^V'\^-9-ti Kn 
[0 0 4 9] 

-iBn: CH2CH(CH3)2> -iPr : CH(CH 3 ) g 



[{t2 0] 




n 



3 6 



B^WE^^ 11-3085387 



#^ 11—08069 



0 C(0) CI H CI CI 

0 C(0) CN H CN CN 

0 C(0) NOg H NOg 

0 C(0) COOCHg H COOCH3 COOCH3 

0 C(0) OCHgCgHg H OCHgCgHg OCHgCgH^ 

0 C(0) 0-iBu H 0-iBu 0-iBn 

1 C(0) 0-iBu H 0-iBu 0-iBu 

2 C(0) 0-iBu H 0-iBu 0-iBu 

0 C(0) 0-iBu CEgCBg 0-iBu 0-iBu 

1 C(0) 0-iBu CHgCHg 0-iBu 0-iBu 

2 C(0) 0-iBu CHgCHg 0-iBu 0-iBu 

0 C(0) 0-iBu CH3 0-iBu 0-iBu 

1 C(0) 0-iBu CH3 0-iBu 0-iBu 

2 C(0) 0-iBu CH3 0-iBu 0-iBu 
0 0(0) SCH3 H SCH3 SCfi3 

0 C(0) CHgCOOH H CHgCOOH CH2COOH 

0 C(0) CE3 H CH3 CH3 

1 C(0) CE3 H CH3 CB3 

0 C(0) CHCflCgHg H CHCHCgHg CHCHCgHg 

0 C(0) CgH-^jL H*^6^11 '^e^ii 
0 C(0) CgH5 H CgHg CgH^ 

0 0(0) CHgCgHg H CHgCgHg CHgCgH^ 

0 C(0) OCH3 H 0Cfl3 OCH3 

0 C(0) OCgHg H OCgHg OCgHg 

0 0(0) COCH3 H COCH3 COCH3 

0 C(0) COOCgHg H COOCgH^ COOCgH^ 

0 C(0) COOCgHg H COOCgHg COOCgflg 

0 C(0) CONH2 H CONflg CONHg 

0 C(0) SCH3 H SCH3 SCH3 



3 7 



ffiiiE#¥ 11-3085387 



1 — 0 8 0 6 9 



0 C(0) S(0)CH3 H S(0)CH3 SCOCHg 

0 C(0) SCOgCHg H S(0)2CH3 S(0)2CH3 

0 C(0) NHg H Nfig 

0 C(0) 2-\fWJV E 2-\:^VP/V 2-}^Vi>JV 

0 CH(OH) CI H Cl CI 

0 CH(OH) ON H CN CN 

0 CH(OH) H NOg 

0 CH(OH) COOCH3 H COOCH3 COOCH3 

0 CH(OH) OCHgCgHg HOCHgCgH^ OCHgCgH^ 

0 CH(OH) 0-iBu H 0-iBu 0-iBu 

1 CH(OH) 0-iBu B 0-iBu 0-iBu 

2 CH(OH) 0-iBu H 0-iBu 0-iBu 

0 CH(OH) 0-iBu CH3 0-iBu 0-iBu 

1 CH(OH) 0-iBu CH3 0-iBu 0-iBu 

2 CH(OH) 0-iBu CB3 0-iBu 0-iBu 
0 CH(OH) 0-iBu H 0-iBu 0-iBu 

0 CH(OH) SCH3 H SCH3 SCH3 

0 CH(OH) CHgCOOH H CH2COOH CHgCOOH 

0 CH(OH) CH3 H CH3 CH3 

1 CH(OH) CH3 H CH3 CH3 

0 CB(OH) CHCHCgH^ H CHCHCgH^ CHCHCgH^ 

0 CH(OH) CgH-j^j HCgH^^ *^6^11 

0 CHCOH) CgH^ H GgHg CgH^ 

0 CH(OH) CHgCgHg H CH2CgB5 CHgCgH^ 

0 CH(OH) OCH3 H OCH3 OCR 3 

0 CH(OH) OCgHg H OCgH^ OCgH^ 

0 CH(OH) COCB3 B COCB3 COCH3 

0 CH(OH) COOCgHg H COOCgHg COOCgHg 

0 CH(OH) COOCgBg H COOCgH^ GOOCgHg 

3 8 miE^f#¥ 11-3085387 



#^ 1 1—08069 



0 CH(OH) CONHg H CONH2 CONH^ 

0 CH(OH) SCH3 H SCH3 SCH3 

0 CH(OH) S(0)CH3 B SCOCHg SCOCHg 

0 CH(OH) SCOgCHg H SCOgCHg SCOgCHg 

0 CH(OH) NHg H NH2 NHg 

0 CH(OH) 2-tf U i^JV H 2-tf y i^JV 2-tf U p)]y 



0 




CI fl CI CI 






0 


CH2 


ON H CN ON 






0 




NO2 H NO2 NO2 






0 


CH2 


COOCH3 H COOCH3 COOCB 


3 




0 


CH2 


0CH2CgH5 H OCHgCgH 


5 


OCB 


0 


CH2 


0-iBu H 0-iBu 0-iBu 






1 


CH2 


0-iBu H 0-iBu 0-iBu 






2 


CB2 


0-iBu H 0-iBu O-iBu 






0 


CH2 


0-iBu CH3 0-iBu 0-iBu 






1 


CH2 


0-iBu CH3 0-iBu 0-iBu 






2 


CH2 


0-iBu CH3 0-iBu 0-iBu 






0 


CH2 


O-iBu H 0-iBu 0-iBu 






0 


CHg 


SCH 3 H SCH 3 SCH 3 






0 


CH2 


CH2COOH H CH2COOH CHg 


COOH 


0 


CH2 


CE 3 E CH 3 CE 3 






1 


CH2 


CB 3 B CH 3 CH 3 






0 


CH2 


CBCHCgHg H CBCHCgHg 


CHCHC 


0 


CH2 


CgH 1 ^ ^6^1 1 ^6^1 


1 


0 


CH2 








0 


CH2 




CB 


2^ 


0 


CH2 


OCH3 H OCH3 OCH3 






0 


CH2 


OCgB^ E OCgE^ OCgH 


5 




0 


CH2 


COCH3 H COCH3 COCH3 







mm^^ 11-3085387 



#^ 11-08069 



0 CHg CCOC^Hg H COOCgHg COOCgHg 

0 COOCgHg H COOCgflg COOCgH^ 

0 CH2 CONBg H CONH2 CONHg 

0 CH^ SCH3 H SCH3 SCH3 

0 CHg S(0)CH3 H SCOCHg SCOCHg 

0 CHg S(0)2CH3 HSCOgCfig SCO^CHg 

0 CHg NHg H NHg NHg 

0 CHg H 2-tfUi/;P 2-tfU2^;i/ 

0 CHg NHC(0)-iBu H NHC(0)-iBu NHC(0)-iBu 

1 CHg NHC(0)-iBu H NHC(0)-iBu NHC(0)-iBu 

2 Cfig NHC(0)-iBu H NHC(0)-iBu NfiC(0)-iBu 

0 C(0) NHC(0)-iBu H NHC(0)-iBu NHC(0)-iBu 

1 C(0) NHC(0)-iBu H NHC(0)-iBu NHC(0)-iBu 

2 C(0) NHC(0)-iBu H NHC(0)-iBu NHC(0)-iBu 

0 CH(Ofl) NHC(0)-iBu H NHC(0)-iBu NHC(0)-iBu 

1 CH(OH) NHC(0)-iBu H NHC(0)-iBu NHC(0)-iBu 

2 CH(OH) NHC(0)-iBu H NHC(0)-iBu NHC(0)-iBu 

0 CHg NHC(0)-iPr H NHC(0)-iPr NHC(0)-iPr 

1 CHg NHC(0)-iPr B NHC(0)-iPr NHC(0)-iPr 

2 CH2 NHC(0)-iPr H NHC(0)-iPr NHC(0)-iPr 

0 C(0) NHC(0)-iPr H NHC(0)-iPr NHC(0)-iPr 

1 C(0) NHC(0)-iPr H NHC(0)-iPr NEC(0)-iPr 

2 C(0) NHC(0)-iPr H NHC(0)-iPr NHC(0)-iPr 

0 CH(OH) NHC(0)-iPr H NHC(0)-iPr NHC(0)-iPr 

1 CH(OH) NHC(0)-iPr H NHC(0)-iPr NHC(0)-iPr 

2 CH(Ofl) NflC(0)-iPr H NHC(0)-iPr NHC(0)-iPr 



[0 0 5 0] 



4 0 



miE#^ 11-3085387 



11—08069 

[-ft 2 1 ] 



„COOR" 



1 C(0) 0-iBu H n-Bu CH^-iBu 
0 C(0) H CHg H H 

0 C(0) CI H CI C(0)CH3 

1 0(0) ON H ON C(0)CH(CH3)2 
1 C(0) NO 2 H NOg C(0)-iBu 

1 C(G) COOCH3 H COOCH3 COOCH3 

1 0(0) OCHgCgHg H OCHgCgHg OCHgCgHg 

1 C(0) O-iBu H CHg-iBu CH^-iBu 

1 C(0) O-iBu H C(0)0CH(CH3) 2 CHg-iBu 

2 0(0) O-iBu H CHg-JBu CHg-iBu 

1 C(0) NHC(0)-iBu H CH2-iBu CH^-iBu 

1 0(0) NHO(0)-iBu H C(0)OCH(CH 3 ) ^ CHg-iBu 

2 0(0) NHC(0)-iBu H CH^-iBu CH2-iBu 
1 0(0) NHC(0)-iPr H CHg-iBu CHg-iBu 

1 C(0) NHC(0)-iPr H C(0)0CH(CH 3 ) ^ CH2-iBu 

2 0(0) NHC(0)-iPr H CHg-iBu CH2-iBu 

1 0(0) OCHg-iBu CH3 0H2-iBu OCHg-iBu 
1 0(0) SCEg H SOH3 SCH3 
1 0(0) CH2CX)0H H CH g COOH OHgCOOH 
0 0(0) OH3 H CH3 CH3 



mi2#¥ 11-3085387 



4f 5}Z. 1 1 — 0 8 0 6 



1 C(0) CHg H CH3 CH3 

1 C(0) CHCHCgBg H CHCHCgHg CHCHCgH^ 

1 C(0) CgHjL 1 H CgH^ 1 CgH^ ^ 

1 C(0) CqHs H CgHg CgHg 

1 C(0) CHgCgH^ E CHgCgHg CHgCgH^ 

1 C(0) OCH3 H OCH3 OCH3 

1 CCD) OCgH^ HOCgHg OCgfig 

1 C(0) COCH3 H COCH3 COCH3 

1 C(0) COOC2H5 HCOOC^Hg COOCgH^ 

1 C(0) COOCgHg H COOCgHg COOCgHg 

1 C(0) CONE 2 B CONHg CONE 2 

1 c(o) SCB3 E SCH3 see 3 

1 C(0) S(0)CB3 fl S(0)CE3 SCOCHg 

1 C(0) SC0)2CH3 B SOTgCEg SCOgCBg 

1 C(0) NBg H NH2 NH2 

2 c(o) 2-tru -:>jv a 2-tru z^jv 2-tf y 



[0 0 5 1] 
[1^3] 
[-ft 2 2 3 




1 C(0) 0-iBu H CBgCBg-iBu 0-iBu 



11—08069 



0 C(0) H H H H 

0 C(0) CI CHg CI 01 

0 C(0) ON CHg CN ON 

0 C(0) NO^ H NOg NOg 

0 C(0) COOCflg H COOCH3 COOCH3 

0 0(0) OCHgCgHg H OCHgCgHg OCBgCgH^ 

0 C(0) 0-iBu B COO-iBu 0-iBu 

1 C(0) O-iBu B COO-iBu O-iBu 

2 0(0) O-iBu H COO-iBu O-iBu 

0 C(0) NBC(0)-iBu H NHC(0)-iBu NHC(0)-iBu 

1 0(0) NHC(0)-iBu H NBC(0)-iBu NHC(0)-iBu 

2 0(0) NHO(0)-iBu H NBC(0)-iBu NHC(0)-iBu 

0 C(0) NBC(0)-iPr H NBC(0)-iPr NBC(0)-iPr 

1 C(0) NBC(0)-iPr H NBC(0)-iPr NHC(0)-iPr 

2 C(0) NBC(0)-iPr B NHC(0)-iPr NHO(0)-iPr 

0 C(0) OCBg-iBu B OCHg-iBu OCBg-iBu 

1 C(0) SCB3 B SCBg SCBg 

1 0(0) CB2COOB H CBgCOOH CBgCOOH 

0 C(0) CH3 H CH3 CB3 

1 0(0) CH3 B CB3 CH3 

1 C(0) CBCBCgBg B CBCBCgHg CBCECgH^ 

1 C(0) CgH^ 1 B CgB^ ^ Cgfl^ ^ 

1 C(0) CgB^ B CgH5 CgH^ 

1 0(0) CB2CgH5 B CBgCgHg CEgCgB^ 

1 C(0) OCB3 B OCB3 OCB3 

1 0(0) OCgHg B OCgBg OCgHg 

1 C(0) COCB3 B COCB3 COCH3 

1 C(0) COOC2H5 B COOCgBg COOC2B5 

1 0(0) COOCgBg B COOCgHg COOCgB^ 



4 3 



ffi|iE#^ 11-3085387 



1 1—08069 




1 C(0) com 2 H CONHg CONH^ 

1 C(0) SCHg H SCHg SCHg 

1 C(0) SCOCHg H S(0)CH3 SCOCHg 

1 C(0) SCOgCHg H SCOTCH 3 S(0)2CH3 

1 C(0) NHg H NHg NHg 

1 C(0) U PA^ H 2-tf U tyJV 2-tf »J 



[0 0 5 2] 
[fb2 3] 




1 C(0) H H H H 

1 C(0) CI CI CCOCHg CH3 

1 0(0) CN ON C(0)CHCCH3)2 CH3 

1 C(0) NO2 NO2 C(0)-iBu H 

1 C(0) COOCH3 COOCH3 COOCH3 H 

1 0(0) 0CH2CgH5 OCHgCgHg 0CH2CgH5 H 

0 C(0) 0-iBu 0-iBu C(0)CH(CH3)2 H 

1 C(0) 0-iBu 0-iBu C(0)CH(CH3)2 H 

2 C(0) 0-iBu 0-iBu C(0)CH(CH3)2 H 
1 C(0) 0-iBu 0-iBu C(0)-iBu H 

1 C(0) O-iBu 0-iBu C(0)CHr;-iBu H 



mU^^ 11-3085387 



i^Ap 11 — 08069 



1 C(0) 0-iBu 0-iBu -iBu H 

1 C(0) 0-iBu 0-iBu CHg-iBu H 

1 C(0) 0-iBu 0-iBu CHgCHg-iBu H 

1 C(0) NHC(0)-iBu NHC(0)-iBu -iBu H 

1 C(0) NHC(0)-iBu NHC(0)-iBu CHg-iBu H 

1 C(0) NHC(0)-iBu NHC(0)-iBu CH^CHg-iBu H 

1 C(0) NHC(0)-iPr NHC(0)-iPr -iBu H 

1 C(0) NHC(0)-iPr NHC(0)-iPr CHg-iBu H 

1 C(0) NHC(0)-iPr NHC(0)-iPr CH^CHg-iBu H 

1 C(0) OCHg-iBu OCHg-iBu OCHg-iBu H 

1 C(0) SCH3 SCH3 SCH3 H 

1 C(0) CHgCOOH CHgCOOfl CHgCOOH H 

1 C(0) CH3 CH3 CH3 H 

1 C(0) CH3 CH3 CH3 H 

1 C(0) CHCHCgHg CHCHCgHg CHCHCgH^ H 

1 C(0) CqH^ ^ CgB^ ^ CgH^ 1 H 

1 C(0) CgH^ CgHg CgHg H 

1 C(0) CflgCgH^ CH^CgEg CH^CgH^ H 

1 C(0) OCH3 OCH3 OCH3 H 

1 C(0) OCgHg OCgH^ OCgHg H 

1 C(0) COCH3 COCH3 COCH3 H 

1 C(0) COOC2H5 COOCgH^ COOCgEg H 

1 C(0) COOCgHg COOCgH^ COOCgHg H 

1 C(0) CONH2 CONHg CONH2 H 

1 C(0) SCH3 SCH3 SCH3 H 

1 C(0) S(0)CH3 S(0)CH3 SCOCHg H 

1 C(0) SCOgCHg SCOgCHg S(0)2Cfl3 H 

1 C(0) NHg NHg NHg H 

1 c(o) 2-t:us^vv 2-trui?>n/ 2-t:ui^;v h 

4 5 miE#^ 11-3085387 



#^ 11-08069 



f 




R^ R'^ 



^6 ^5 



C(0) CI H CI CI 
C(0) CN H CN CN 
C(0) H 

C(0) COOCH3 H COOCH3 COOCH3 
C(0) OCH^CgH^ H OCH^CgHg 
C(0) 0-iBn H 0-iBu Q-iBu 
0(0) 0-iBu CH3 0-iBu 0-iBu 
C(0) 0-iBu H 0-iBu 0-iBu 
C(0) SCH3 H SCH3 SCH3 
C(0) CH^COOH e CHgCOOH CHgCOOH 
C(0) CH3 H CH3 CH3 

C(0) CHCHCgHg H CHCHCgHg CHCHCgH^ 
C(0) CgH ^ H CgH^ ^ CgHj^ ^ 
0(0) CgHg HCgH^ CgHg 
0(0) CH2CgH5 H CHgCgH^ ^^2^6^5 
C(0) NHC(0)-iPr H NHC(0)-iPr NHC(0)-iPr 
0(0) NHC(0)-iPr H 0-iBu 0-iBu 



4 6 
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itt¥ 1 1—08069 



C(0) 



0-iBu H liHC(0)-iPr 0-iBu 



C(0) 



0-iBu H 0-iBu NHC(0)-iPr 



C(0) 



C(0) 



C(0) 



C(0) 



C(0) 



C(0) 



C(0) 



0-iBu H NHC(0)-iPr NHC(0)-iPr 

C(0)CH2CH(CH3)2 H C(0)CH2CH(Cflg)2 C(0)CH2CH(CH3)2 

C(0)CH2CH(CH3)2 H 0-iBu 0-iBu 

0-iBu H C(0)CH2CH(CH3)2 C(0)CH2CH(CH3)2 

CH2CH2CH(CH3)2 H CR2CB2CH(CH3)2 CH2CH2CH(CH3)2 

CH2CH2CH(CH3)2 H 0-iBu 0-iBu 

0-iBu H CH2CH2CH(CH3)2 CH2CH2CH (CH3) g 



C(0) C(0)NH-iPr H C(d)NB-iPr C(0)NH-iPr 
C(0) C(0)NH-iPr H 0-iBa 0-iBu 
C(0) 0-iBu H C(0)NH-iPr C(0)NH-iPr 
CH(OH) 0-iBu H 0-iBu 0-iBu 
CHo 0-iBu H 0-iBu 0-iBu 



[0 0 5 43 

4] 33j:t^ [5] <Dit^mt.i^\t^<Dm.Kn\^^x. {fzLt^it. ^t^m^ 

[0 0 5 53 
[0 0 5 6] 



4 7 
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[0 0 5 7] 
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iff ^ 1 1 — 08069~ 

[0 0 5 8] 

r^ymm^^x^vz^^r^ Y^mmfst^tf'^m^f^ti^. :^<^)H^&tc;9l^^tls?^ 

h^i>5b;i/3}<zi;i/ (Fmoc) ^:&if^Mv^, -il^'ttgSco^^^^ LTti 
-feUV. y.U:^zLyis^^n'^-nyy<r>mmii^m.M<^Um.&hLl^ 

X t -rf^^vm. Ky^yjvMiB^t^z, e--y^u=^^yiyjv^tj^^^m^^. y 
7.'r-^y<Dmm^yt''A^m<^um^t.hx. hU^;i/S, y-fe^ ^ K?t^;v^fc 



miiEi^^ 11-3085387 



1 1—08069 



h (PyBOP) fc<i:t5:fn=E- hU:^-tfnUi;?>/-3i^x4-x:^i^A'v^-9':7;i/ 
:^uy7^y^yx.-h (PyBroP) f£^fy^mf^ti. ^©^ffifiti, mU^O 
7*1 ^*^C>C^bTl~10^gTfetlt^J:V^„ PyBOP^J:t5Py 

(Om-^M^Z. N-t; Ku^^'Oy N y ry-;i/;feJ:C^N-t: Fn:^i/ - 7-r 
[0 0 5 9] 

Fmo cm<D^'k\t. tr/<ys/>, 1, 8 -i?Tif tri^i' a [5. 4. 0] »:7> 

[0 0 6 0] 
[0 0 6 1] 



ffiiE4#¥ 11-3085387 
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(4) -m^ [7] cDA::?r^Fti, iomm<D^:/^ }^m^mm^r'^^Mt't 

^ r ^ > ©#=&T ^ 7^ #^#^eT tcHJCS: ^ r i: ^ J; y ^ t ^ ^ 

a:^A'r^>^^*^#tf ^tls -^©a^MSli, MTKgf^lc^b, 0.2-2^ST'^ 

^■^tlf£\r^ibK ^BIls^C^LT5-'20lDlT'fetl^^J:V^„ ZCORi^lt. 10~40"C. 
[0 0 6 2) 

"1^^ [8] <^^:/5^Kl±, m<D^^riz-m^ [7] t^^®^:/^ F#ffg<Z) 



£filiE#^ 11-3085387 



#^ 11—08069 



<Dit^m^m^^t}'\i:xmmvx^^^^. :i(D^m\t. -io-4or:. is-^L<\t 

[0 0 6 3] 

[2] <;d^^>^>^^ Kti, -as^ [8] <D^^^\i(D-y:;K'T4ymmf^ 

[0 0 6 4] 

^ -rj^E<D'^^K.Vt^:^'^^xmm'^m'r^Z.t.tl^X^. t^tXlt. ^-y^rv^ 
^Hi * ^ t±-fb^^if& U -^''^i^ffl^ 5: ^ V N 3!? ^ n v h ^ :7 ^ - S <fc O^/ 
[0 0 6 5] 



aiiE4#¥ 11-3085387 



#5^2 11 — 08069 





t3 d] 



[3 b] 



#^ 1 1—08069 




C4 c] 



a5ii#¥ 11-3085387 



#512 1 1—08069 



HOOl 




r^^*, rK R^ R^ R^ R'""^ 

r1^, R^^, R^'^, R^^> Z, n. m33i:t5pli. ftflBUfcilll^®^ 

[0 0 6 6] 



miE#¥ 11-3085387 



11—080693 



-m^ [10] com-^mt. m<Dm^r\z-m^ [9] <Djt^i^t.^)}y<Mt 

ti. 1— 2^^;i/T*fetilf J:VNo tit, 3^^;^^ MWJi:: UTti, a, a-e/'^'nD 
;&^?J)^#^f ^(Z)^MSti, --^^ [9] (Dit'^mizMhXi-iom'^jv. 

[0 0 6 7] 

-^K^ [12] (Dit-^mii^ m^rc\t^m(D^^-r^r^it4¥^^rK-m^ [ 

rcDSi^;^cfev^TmMtc|^i:DTMv^e)tl'5^ilbTt*^ 5^^, Mm. 
)\^yr^ymf^^1f^m'f^t\^^ -^oD^^fiii, -12^ [lo] m\^^m\^i^\^x 

^'fb-:^ h *J ^7 -ix ± t^TK^'f fc ^ U ^ A ^ if (Z> im.\'C T ;v * U , tT U i^' > ^ ^* :«)^^ 
tf^jti, -eo^^fiE*. [10] <^'ft:^#itcMbTi-iooo^^;i/T'feti 

•fb-^i^tc^bTi-io^^;!., ^8=*b<ti. i-2B=e;i/T*fenef<fcVA„ :l<dK)^ 



aiiiE4t¥ 11-3085387 



11-080693 



[0 0 6 8] 

{feti, -^©^Mfiti, [11] ©^t-^ljtc^bTi— iooo^^;i/T*feti 

Sti. -12^ [1 1] cD-fb-^lytc^^bTi— iooo^^>M^T^tiif * :r 

\f^ti^. ^(D^mMit. -m^ [10] (D^t^miz^Lxi-io^^}v. 
(Dmm^-m±t^itr,mPA±m^hx^mi^r^^\.^. z.(DB,f^\t. its, ox: 

[0 0 6 9] 

[3 a] (^-ffc-a-ifeti. ^©#^TfC-^^ [12] (Dit-^i^Oym^itm 

3©^i;5T^M-rs-ji^^ [1 2] cD'fb'^ifecD^m'fb^^T^ti^MTKi^li, - 
[12] cD-ft-^ife^J^fti^r^-r.;!/. *^ft:^-^-9-y;K SJ^'fbU^, 



aii£E4t¥^ 11-3085387 



S^W- 11-08069 



t^m^^rrmtmmj^Etf^m^f^ti. ^©^^^t^, -la^ [12] o^t^mK 

^LTi— io^^;i/, ^?tu<«. i'-5^^;i/-eafetit^<fcv^c t7c> — la^ [1 

3] ®^fc^!felCD^;i*tt. [12] (D-ft^JfetC^bTl-lO^^;!., 

[0 0 7 0] 

-m^ [3 b] (Dit^mit. -Wt^ [3 a] cD^E:^^^^t:tli:^Sr-©ijn;!fc 

zKosij^^tc^vN^tis^iiLTfi, 1^®, mm. M.^t:^mm. hv-yn^ 

-m^ [3 a] <;)'f^:^^^{c>t^bTl-looo#^JI/T^^^lt^J:v^„ m. 

12^ [3 a] <Dffc-^ifetc^bTWiooo-^^;v-efe*xl^ J:v^. :!:c?)^iSTMv> 
li, -12^ [3 a] cO'ffc-a^^tc^GTi-iO'fg^;i/-efetilii:v%. fci:^ 

[3 a] (D-ft^tItc?^^UTo.ool~l:^^;^■efetl^3:J:v^„ M5iMiitTSi, tK^ 

, ^m. y^n^^'ty. mm^s^^f.fi^m'f^ti. ^oy^mm-^. -m.-^ [3 a] 



11-3085387 




1 1-08069 



[0 0 7 1 3 

-m^ [3 c] coib-^ifeti, ^m'tr^itm<D^^T^-^it4^^^r\z-m 
yjv^-r^h.. ^'7vit^s^mrji^t'^mf^ti. "tcD^mmt. -m^ [sb] 

:^mitrJV:^V. U i^V:^^f^^#l-f ^tl, ^CD^flgfilJ, — [3 b] ©-ft 

ommMlt. [3 b] <7)^b^ife{C?tifbTl~10^^;i/T'^^t^<tV\o M^t 

-i>A:^if:^j^Plf ^tL. -^O^^Sti. -15^ [3 b] (D^t^mzM 

J-Jh. -f V7'ntr;PT;i/3-;i/^i:'<DT;i/n-;i.^; h;i/a:>, ^Oif^, :i^r 
t/Uyi^E<D^mM^it7l<.mm; n-^^-^y^ i^^u^^'^ytj:ifa>ms&m!^ 



5 9 



miiE4^¥ 11-3085387 



9 

I 1-080693 

CO 0 7 2] 

^ [3 b] [3 c] ©^fc-^^l $:^M^^. 7K^^*a^jCS&-^tf^5t^jSfC 

(1, ig^, hV7jvyi-umm. mtrjv^-^/^. ^-y^^it^^^m^^^ff^ 
m^f^ti. ^®^MSt±> -m^ [3 b] [3 c] (D^t^mzMi^xi-i 

^bri— iooo^=E>n/r^tiifJ:v>o mMizf^cxm^'^^ti^m.tLxit 
fitts -15^ [3 b] [3 c] 0-ft^ifelc#LTl~lO^^;i/'e^ni^J: 

:!K^feJ:r;^>i'n'\=ar-fe>;^tf:ii^^tf e^tv. ^oo^Mfiti, [3 b] 

« [3c] ©ft-^i^tC^LTl—lO'fg^;!/. ^J^b<li. 1— 2M^;VT'&tllf J: 

'ftA^£^»?A;&if>&^Ptf ^tl. ^OD^^fili, [3 b] ^feS* [3 c] <Z) 

, ^*b<ti, 0— sort?, 30^>r^— 24^r^||]5fe1-tli^i:V>„ 



aiiE#^ 11-3085387 



4f ¥ 1 1 — 080693 



[0 0 7 3] 

-m^ [4 a] ^^^t [4 b] (D^h-^mt. mtt:iitmm<D^^r^rcit4¥^ 
«Ttc, -m^ [14] [1 5] ^fcit-m^ [1 6] 0^t^ 

14] (Dit'^m(Dmmmi^r^\m^yi<^^t-m^ ci s] tjtt^ ci 6] ©-ft 

yfN-t Kn:^S^3y\^'^^^ F^Jt^fj^mifhti. tcD^mMlt. [14 

^>:fc^>«)^^^f ?>tV, ^(D^^^t*, [14] a^it-^mzMVXl-lOOm 

^;i/T'fetit^ J:v\o ZLO^H/ST'^^Sti-^^-^M^bTJi. ^ u ^ =^ 

}if£^^'^m\f^n. "tcD^mMit. -m.^ [i4] oit-^i^KM^xi-^io^^e 

[0 0 7 4] 



11-3085387 



#5p 11—080693 



[4 c] ^fcli [4 d] (Dit-^mit. [4 a] tfcti [4 b] <D 

z.<D^mKm^^^n^mhLx\t. ^m. ^m. w.m^ M^t^i^mm. hvyjv 

(OmmAlt. [4 a] ^^^li [4 b] O'fl:-^i^tC^bTl-1000^^;i/T* 

htl. ^(DmmSilt.. [4 a] ^r:L\t C4 b] ©^b-^^^tC^bTl-lOOO 

i^-fb^M-y e^tt, ^©^ffiftii, [4 a] ^feli [4 b] 

©■^t-^^^c#b"Cl'-'lO'f^^;l/-efetl^^<fcv^o ffiia:::^-r;WbH/;ST'Mv\e5n^®6 
mthXlt. /^^P^^-^m. /'^^i^^'A-r^^^y i^;fe<fctK7K^'fb>'N'^^:^^A 
3&if;t)^^tf e>^X, [4 a] ^feti [4 b] (Dit-^mKMV 

;i/?fci:'<Dx— r-;i^® ; :fefb^^i^>. ^^^^/^^;l/i:^fei:t^Egm'fb;^i^^i:'^^>>'^^ 
n/\:^^-9->?^ti*(Z)Bgfi&£^M'fb7K^^ ; Mx^;i/;&if<Dx:;^-x-;v!lg ; h;i/xvfe 

^-m^r=.\tr.m&.±U'^i'Xmmi^x^^^^o rcoHJ^tt, m^. or—^i^ 

OalSS^a^, $?tL<li> S—aorTf, 30:9-f^'-'24^f^^|g-rti(i cl:v\. 

[0 0 7 5] 



ffilEi^^ 11-3085387 



1-0 8 0 6 9 



-is^ [183 coit^mt^ mtr:Li,tm^(D^tET^tc\t4¥^^Tiz-m^ i 

[17] ©^t-^i^JC^b-CWlO-^^ A/> ^*b<li, l'-2'fg^;i/T?fetlljC<tV> 
[0 0 7 6] 

-fiS^ [5 a] ©-fb-^ifeit, S?^fct±Ji^O#^ETt;tti#^#^TtC. -1$^ 

[1 8] (hit^mi^^'c^-m.'^ [1 9] mt^m^m^m^m'^xBL^^^'^^z. 

6 3 11-3085387 



i^sf 11 — 08069 



-m^ [19] (o^^m^mt^^-ju. mt^^-^vjv. ^m-ftvy. mt^m 
^yict'tm^f^n. ^(Dm^Mit. -m^ [i9] o^t-^mzMvxi-ioom 

[0 0 7 7] 

[5 b] (Dit^mi-t. -m^ [5 a] (Dit^m^. m^Tcitmrnxoym 
z.<7>KmKm^^^ti^>mti^x\%. ^m. ^m. mm. M:^t^mm. hy^;u 



11-3085387 



#^ 1 1—08069 



irm^f^ti. ^©^ffis^i. -m^ [5 a] (D^t-^mzMhri'-^iooom=^jvx' 
vo^rjiEi>m\f^n. ^(Dmmmit. -m^ [5 a] <Dit^mzMhxi--io 

^tl. tCD^m&lt. [5 a] COit^miZMLX0,00l--m=^)Vr';^tl\t 

xfm^ti:Et><m\fhn. ^(D^mmt. -m^ [5 a] ©-ft-^^tc^bri-ioo 

[0 0 7 8] 

a'7:t-Km'^^^^t'^!^. [2] . [3] . [4] fc<tt; [5] <Dit^ 

[0 0 7 9] 



tHiM^^l 1-3085387 



1 1-08069 



[0 0 8 0] 

, oA^iooms/ke^imt^^mmK-^miyxn^tti^t^^^ 

[0 0 8 1] 



■^t7L\t. mmmB<D (s) <d 



[<b2 5] 




0 



6 6 



£f5IE#^ 11-3085387 



^jf 1 1 — 08069 



[0 0 8 2] 



[0 0 8 3] 



N®j^-N^3 11.89 

N^3^-N^4 6.69 

N^-j^-N^g 12.21 

N*2"N*5 10.54 



ffilE#^ 11-3085387 



1 1—0806 9 



N^g-N^^ 7.75 
N^3-N*5 5.32 
N®4-N^5 5.84 



[0 0 8 4] 
Ut2 6] 




J 

[0 0 8 5] 
[318] 



2 



4 

5 
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[0 0 8 6] 



N*'3-N*'4 8.96 
N^^-N^'g 7.03 



[0 0 8 7] 
litZ 73 




[0 0 8 8] 
[^1 0] 



mi24f ^ 1 1-3085387 
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[0 0 8 9] 
[^1 1] 



N^3-N*^4 4.85 



[0 0 9 0] 
[{b 2 8 ] 




7 0 HiiEi!^¥ 11-3085387 



#^ 1 1—08069 



[0 0 9 1 ] 
[^1 2] 



N*^2 ^^^^ 



[0 0 9 2] 
[^1 3] 



N^^-N**3 10.24 

N'^^-N''^ 3.63 

N^'^-N'^g 9.03 

N**2-N*^3 5.97 

N**2-N**5 12.23 

N'^g-N^'^ 9.90 



ffiiliif ^ 11-3085387 
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N^'g-N'^g 7.86 
N^^-N'^g 6.18 



[0 0 9 3] 




[0 0 9 4] 
mi 4] 



£iJiE#^ 1 1-3085387 



11-08069 



N' 
N' 
N' 



N' 



[0 0 9 5] 
1^1 53 







7.72 






12.14 






9.41 


N\ 


-N% 


15.29 


N% 


-N% 


7.61 


N% 


--^^ 


9.29 


N% 


-N% 


11.00 


N% 


-N% 


6.18 


N% 




3.65 


N% 




7.54 



[0 0 9 6] 

t^t:^it. mMm3<7) (3) 



1 1-3085387 



1 1—08069 



[-ffcS 0] 




[0 0 9 7] 
[^1 6] 



[0 0 9 8] 
[^1 7] 



ffitE#¥ 11-3085387 
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-N^2 


8.44 




-N^3 


13.51 


n\ 


-N^ 


9.76 


n\ 




14.87 


N 2 


-N 3 


8.46 


N^2 




9.77 


N^2 




11.20 




-\ 


6,66 






5.17 






7.13 



[0 0 9 9] 
^ilK-lf. IISg^jaOD (4) CD 

Uts 1] 




7 5 11-3085387 
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[0 10 0] 
[^18] 




[0101] 



[^19] 



N^3^-N^3 11.72 

N^j^-N^4 12.01 

^^1"^*5 ^^-^^ 

N^3-N^4 9.39 
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N^3-N^5 7,09 
N^4-N^5 6.59 



[0 10 2] 

tct^^t. mmm3<^ (6) o 

Hb3 2] 



0 




[0 10 3] 
[^2 0] 



11-3085387 



11—08069 



N' 



N 



N 



[0 10 4] 





-N 2 


5.63 


n\ 


-N 3 


9.79 


n\ 




8.79 


n\ 




13.51 


n\ 


-N 3 


8.26 






9.19 




-N-a 


11,29 


3 




6.95 






4.27 






8.07 



[0 10 5] 
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[^b 3 3 ] 




J 



[0 10 6] 



N 2 i^TKI^S 



[0 10 7] 
[^2 3] 



n'2-N*3 4.44 
n'2-N*4 6.97 



miE^f^¥ 11-3085387 
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N 


2 


-N 


5 


13.22 


N 


3 


-N 


4 


5.19 


N 


3 


-N 


5 


9.74 


N 


4 


-N 


5 


7.06 



CO 1 0 8] 
[ft 3 4 ] 




J 

o 

[0 10 9] 
[^24] 
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[0 110] 
[^2 5] 



jiffSM-^ mm 





2 


-N- 


3 


7.63 




2 


-N' 


4 


13.26 




2 


-N- 


5 


13.28 




3 


-N- 


4 


10.39 




3 


-N- 


5 


9.48 




4 


-N' 


5 


7.68 



[0 111] 




J 

a 

[0 112] 
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m2 6] 



[0 113] 
[^2 7] 



Mmm^ mm 



N^'g-N^S 9.42 

N^'g-N^'^ 8.12 

N^^g-N^'g 9.45 

n'^^-n'^^ 4.80 



[0 114] 

ummi AP-i t^(Dummn(Dm'^R}^i>zMt^i¥m(EusA) 
tt-^ (Heia) mm^vmmht^m^m^AP- i^^ti^mni^y/^^^^ 

^^:^mmm (20mM ^^X-7i^m^tit3V^2^{pWI.9). 0.5mM X^l/^i^T^V 



aiiEi^^ 11-3085387 
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it. 

> (:^i-r^^- (Nature). ^373#. ^257-26lK. 1995#). AP-l^-^#:^ 

o 

rtieiSS^OD^ffi-ftAP- 1 $:»C. ^fe^^L&AP- lifg-^gBifJi (3' 
-TGAGTCA-5' ) ^^tiV^^y>f=:-ymmhr:i-^m:tV:i^^Uy^ 

i^^, 0.05% NP-40, 10% ^V^U-MtpX'. iJ->7^>n/#=&Tfea:U^##^ET 
tC^STSO-eOi^^jgifSS-^T^. j^fS^T^. 7^^^'^<Dmm:tV::I^^U:t^}^ 
$:0.05%OTween-20$:-g-t^^J>^^ffi^ll:^m^T'^^#^B^^L:t. ^^CV^T% 

7h:^iy^-if^^(Z)fii:;:?:i:3ri^>r->in:*^$:^irtiL. ap- i Km'^Ltcmm:^ 

y =r5I^ 1^:4-^ KhMfSSii. ii3SI(O^^l^*;&0.05%CDTween-20S:-^tfU >^^« 

(PH5.0) EtiT'HiS$-&fc. o^^ci^v>^;^#^#:&T'T?#es^ts®3%^ (4 

92-655niH) 'J =f 5i 5^ K A P - 1 i^'^®S:;^cSf5 (100%) ti^ 

x-^y'f)v^^rxm^t\>^^^mi)^^mwm^miJ,vtc:. 

[0 115] 

m2 8] 



(%) 

200>xM 500mm 
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4 


8 


15 


7 


14 


46 


8 


9 


20 


9 


23 


37 


1 2 


24 


90 


1 3 


43 


96 


1 4 


21 


90 


1 5 


19 


64 


1 6 


21 


65 



[0 116] 
[^2 93 





mmm (%) 




100 


2 


81 


3 (1) 


41 


3 (2) 


94 


3 (3) 


43 


3 (4) 


64 


3 (5) 


43 


3 (6) 


42 



[0 117] 
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[0 118] 

BOBt:N-t: KD ^i/^> !/ h U T ^/-^V ■ 1^^^ 
tfa: h y yj]/yt-uWM 

Cys (Trt) : S- h U ^ }U-L-iy T^'r-^y 

Asp (tBu) : L-T >'^° ^ ^ > ^ ^ -ter t-:/^ ;vx j^. -5^;!/ 

Ac:r-fe^;v 

^fc, (Cys^-Cys^^) li, 1#@ i:10#ga)Cys3SS®^tCi>x;i/:7^ F^-^ 

: ¥MC PROTEIN-RF(250X20Bim I.D.) 
I^m^^ : 8.0mI/Bin 
i^ttilS!;^ : UV 230nm 

^ttj^^ : CH3CN(10-30%) in 0.1%TFA-H20 (30:$>^) 

i/U A^>a/^^nvhy^-7-i'-oDffl#;tt, bw-i27zh (^±^'U i/y-ffc^i^) 

[0 119] 



miS^f ¥ 11-3085387 
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mmmi 

Rink amide MBHA^fl|1.82glCDMF^^ra^, ^BI^M^-^:^^, 2Q%}:f^W 
F-Vem^^^. Finoc-Cys(Trt)-OH 1.46g. HOBt 0.38g, PyBOP 1.30gfei:t>'DMF 1 

Mi^lit. HtC, Fmoc-Gly-OH, Fmoc-Asp(tBu)-OH, Fmoc-Ala-OH. Fmoc-Leu-OH. F 
moc-Asp(tBu)-Ofl, Fmoc-Leu-OH, Fmoc-Gln-OH, Fmoc-Gly-OH, Finoc-Cys(Trt)-Ofl 

^m^^^-t^o ) ^m^-^^^. ^'^^\^^mmm^^ 2o%tr^us^>/DMF^ 

lEA 1.74ml^5ax., ZQ'^mmt.O^'^^. ^f^m^m^^. DMFT*4ia, DCM-esm 
, ^Bi&^?|f-rtlti, Ac-Cys(Trt)-Gly-Gln-Leu-Asp(tBu)-Leu-Ala-Asp(tBu)-Gl 
y-Cys(Trt)-Rink amide MBHA^fliS.ieg&^-So 
[0 12 0] 

mmm2 

I X'mhtir^^m^':^'^ F=^fl|1.42g$:TFA-thioanisole-H2 0 (92.5: 

5:2.5) m^mmomuzm^. A^mm^-^-^-^^. y^m^^M^v. 

i^-^±^<DmUA^^mh. 10%DMSO/TFA?l-^^?gc40mUC^ 

-ftllt. Ac-Cys ^ ^ -Gly-Gln-Leu-Asp-Leu-Ala-Asp-Gly-Cys ^ -NH ^ (Cys -Cys 

ESI-MS; m/z 1033 for [M+H] (calcd 1032 forC4QHg4N-j^2^16^2^ 
[0121] 



11-3085387 
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3(1) Ac-Cys ^ ^ -Gly-Gln-Leu-Asp-Leu-Ala-Leu-GIy-Cys ^ -NH ^ (Cys ^ -Cys ^ 
0) 

ESI-MS ; m/z 1031 f or [M+H] (calcd 1030 for ^^7 0^1 2^1 4^2^ 
3(2) Ac-Cys^ °-GIy-GIn-Leu-Ser-Leu-Ala-Leu-Gly-Cys ^ -NHg (Cys ^ -Cys ^ 
^) 

ESI-flS ; a/z 1003 f or [M+fi] + (calcd 1002 for ^H^ ^ g^l 3^2^ 
3(3) Ac-Cys ^ ^ -Gly-Gln-Leu-Asp-Leu-AU-Gly-Gly-Cys ^ -NH ^ (Cys ^ -Cys ^ 
^) 

ESI-MS ; b/z 975 f or [M+H] (calcd 974 for Cg gHg ^Nj^ g^l 4^2^ 
3(4) Ac-Cys ^ ^ -<;iy-Gln-Leu-Asp-Leu-AIa-Asn-Gly-Cys ^ -NH ^ (Cys ^ -Cys ^ 
°) 

ESI-MS ; m/z 1032 f or [M+H] (calcd 1031 q 5^ i 1 5^ 2^ 

3(5) Ac-Cys^ ^-Gly-Gln-Leu-Ser-Leu-Ala-Asp-Gly-Cys^ -NHg (Cys ^ -Cys ^ 
°) 

ESI-MS ; m/z 1005 f or [M+H] (calcd 1004 for C3 gHg ^N^ 583) 
3 (6) Ac-Cys ^ ^ -G 1 y-Asn-Leu-Asp-Leu-A la-Asp-G 1 y-Cys ^ -NH g (Cys ^ -Cys ^ 
°) 

ESI-MS ; m/z 1019 for [M+H] + (calcd 1018 ^"^^ ^ ^ q 2^ 1 2^ 1 2^ 
[0 12 2] 

llfi^M4 

(3S) -8- (3 -:^5^;i/:/5^y v=>) - 1 -^r- 4 -Tifx tfn [4. 
53 -7^:;S7>- 3 -?!j;i/3j?>^0.79g, bUai^;i/T^>1.20ffi!$:J^^b^^l/>8 
nUc^^;^-&^. z:©^?Kic>f V:^j:/n>^o.48mU m^t;:r^iri?-U ;V0.38ml|3 J: 
tJJi^^fc >^ ^ 1/ > 5m 1 J: *J ^SS b ^ife-ffc V 5Sj n -f ;v & i^-fb ^ ^ > ^ 5 

— lo-cT'^iTL. ^m-e2.o^f^^^-r-6c ^j^i;ti-^ifeic^nn4-x;vA33<fcyf7K 

S:i(DX.. 2mol/Li^^T-pH2.0{C^l^b. mmM^-^^t^o m^^f^^mM^:^ 



WiWE^^ 1 1-3085387 



1 1-08069 



; ^7nn^x;i/-M:>C^f >'-;V = 9:l] ^2^1g-rtlti> ^^Ji^^® (3S) -8- ( 

NMSCCDClg)^!! ; 0.7-l.l(12H,n»), 1.2-3.4(18H,m), 4.8-5.3(2H.b) , 6.9-7.4( 
lH,bs) 

[0 12 3] 

MW-t^. S—lO'C-^^'fbTA'^— ^7A0.62gfej:tJ=l. 3 -S;?'^ V::rh:5ri^'^> 
: If^X^;L' = 95 : 5] ^Jffiigftlt^, ^fi?*^^^® 2 - [5- (2, 

o 

NMR(CDC1 3) 6 'fi:0.73(6H,d,J=6.6H2), 1.02(6H,d,J=6.6Hz) , 1.05(6H,d.J=6.6H 
z), 1.5-2.4(3H,m), 3,5-4. 0(llH,m), 6.4-6.7(2H.m) , 6.81 (lH,d,J=8. IHz) , 7. 
35(lH,d,J=8.5Bz), 7.5-7. 9(2H ,m) 
[0 12 4] 

mMmBtm^(D:^^iz^v 5- (2, 4 -s;?-ry^h:^ri/'t>'i/-f;^) -2 
- >r y h iv^s^^-r y $: # -5 o 

NHRCCDCIg) en : 0.69C6H,d,J=6.6Hz), 0.9-1. 2(18H, m) , 1 .2-2.4(4H,m) , 3.63 
(2H,d,J=6.3Hz), 3.77(2H,d,J=6.6Hz), 3.85 (2H,d,J=7.6Hz) , 4.06(2H,d, J=6.6H 
2), 6.3-6.7(2H,m), 6.95(lH,d,J=8.8H2) . 7.40(lH,d,J=8.1Hz) . 7,94(lH,dd,J= 
8. 7, 2.4Hz), 8.17(lH,d,J=2.4H2) 
[0 12 5] 

8 8 miE^^¥ 11-3085387 
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2- [5- (2, 4 -i^-f y:f N^iv^>y-r;i/) - 2 ->f y:/h:^i/:7 3i- 

^-fr, n&rKmm^w^rti\t. m^u^0 2~ es- (2, 4-5;?>fv>^h 

NMR(CDCl3) fi-fil : 0.7-l.l(18H,m), 1.5-2.3(3H,m) , 3.6-3.9(8H,ia) , 6.4-7.8(7 
H,Bi) 

[0 12 6] 

MMMi ^mm<^:&^i>z^*j 5- (2. 4-p'<\^^h^iy^y^^^ A/) -2 

- >f V :/ h ^ i/^S^M . 

NMRCCDClg) S'fii : 0.65(6H,d,J=6.8Hz), 0.9-1.2(12H,m) , 1.2-2.4(3H,in) , 3.62 
(2H,d,J=6.4Hz), 3.78(2H,d,J=6.6Hz), 4.10(2H,d.J=6.4Hz) , 6.4-6.6(2H,m) , 7 
.0-8.6(lH,bs). 7.09(lH,d,J=8.8Hz), 7.44(lH,d,J=8.5Hz) , 8.11(lH,dd,J=8,8. 
2.2Hz), 8.47(lH,d.J=2.2Hz) 
[0 12 73 

2- [5- (2. 4 -s;>f h^S/K>y>r;i/) - 2 ->f y:/h^i/:7ai— 

s/^AT'^^^-&, mmrizmm^m^^tiit. M^Mft©2-{5-[ (2, 4 

;v}@^^50iiig$:#^„ 



aSiiE^^ 11-3085387 



ftf^pi 1 — 080693 




NMR(CDCl3) 6# : 0.7-l.l(18H,m), 1.5-2.3(3H.ii) , 3.4-3.9(10H,m) . 5.93(1H, 
s), 5.7-7.5(6H,m) 



[0 12 8] 




1.5-2.3(3H.in), 2.4-2.7(2fl,m) , 2.8-3. 1 (2H,m) . 3.6-3.8C6H,m) , 4.12(2H,q,J 
=6.8Hz). 6.4-6.6(2H,m). 6.78(lH,d,J=g.3H2) , 7.2-7.4(lH,in) , 7.5-7.7(2H.») 
[0 12 9] 

mmmi i 



Hz), 1.33(3H,t,J=7.1Hz), l,6-2.4(3H,in) , 3.6-3.9(6H,iii) , 4.25(2H,q,J=7. IHz 
), 6.3-8. l(8H,ni) 
[0 13 0] 

mmmi 2 



2.8(2H,«), 2.8-3.1(2H,m), 3.62(2H,d, J=6.4Hz) , 3,77(2H,d.J=6.3Hz) , 3.80(2 
H,d.J=6.1Hz), 6.4-6.6(2H,in), 6.79(lH,d, J=9.0Hz) , 7.2-7.5(lB,ii) , 7.6-7.8( 
2H,m). 7.8-8.8(lH,bs) 
[0131] 

mmmi 3 






ffilE^f^^ 11-3085387 



11-080693 



Hz), 1.5-2.4(3H,m), 3.63(2H,d, J=6.3Hz) , 3.7-3. 9(4H,ni) , 6.4-8.2(9H,m) 
[0 13 2] 

5- (2, 4~V^V^\>^iy^y\r>( JV) -2--f V^h^i/'^r-Y^^lSOm 

-/sdri^^ : l^gEai^;i/ = 4: 1] T*«^-rmf. M^U^^CDB- [ (2, 4- 

NMRCCDClg) : 0,9-1. 1(18H,id), 1.8-2.4(3H,b) , 3.6-4. 0(7H, m) , 5.94(lH.b 
s), 6.3-7.7(8H,n), 8.08(lH,d,J=16.4Hz) 
[0 13 3] 

mmm i s 

HJg^WJl 4 ^[^#0:^^tCJ: U 3 - {5 - [ (2, 4 - i^^f V:/ h ^i/:7 a:- 

NMRCGDClg) 6# : 0.7-l.l(18H,m), 1.7-2.3(3H,m) , 2.5-3.1(4H,m) , 3.4-3,9(7 
H,id), 5.93(lH.bs), 6.2-8,0(7B.in) 
[0 13 4] 

mmm i e 

2- [5- (2, 4-i^-f y-rif bdee//<>^/>f;i/) -2 — f V:/b:^re/:7ain 
i^^200fflg$:a:^iy-;iy2iDltC^JP$-&. 5%7l^i>-^A-^^40mg$:^in^ 

n-/v.dr-*?-> :S^^x^;i/ = 4: 1] T^l^fnif. m^mV^^OyZ- [5- 
(2, 4-£^-f y::f - 2 --f y y h^^i/^ai— iflgi40«g 



11-3085387 
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NMR(CDCI 3 ) S'fi : 0.9-l.i(18H,m), 1.7-2.3(3H,in) , 3.4-3. 9(10H, m) , 6.2-6.5( 
2H.ai), 6.6-7. 3(5H,id) 
10 13 5] 

mmmi i 

3- [5- (2, ^.-v^v^Y^i^^vJ^yy') -2-'ii/-:fh^iyy3^~ 

hU;i/:7K = l: 1] T'Sli^-rtlt^. 3 - [5- (2. 4-s;>f 

NMRCCDClg) S-fil : 0.5-1. l(18H,in), 1.5-2.5(5H,m) . 2.6-2. 9(2H,") , 3.4-3.9(6 
H,b), 6.3-6.7(3fi,m), 7.i-7.5(2H,B) , 7,63(lH,s) 
[0 13 6] 

mmm i a 

MMMi 7 t.mM<^:^mzJ^V 3 - {5 - [ (2, 4 -i^^y:/h^i/7x— ;i/ 

[0 13 7] 

mmm i a 

(2R, 4R) -4--f y:/h:ari/- 2 - (4 - :;<^;v/<v-?->n/> trny2;?>o.i 
6g^J;t)fhUx^;i/r^>0.78ml^7='h^t: h*n:7^>4.8BUc^^$-&, 3- ( 

>;;V0.09mlfeJ:tJC^b^t: Kn ^ V4.8ml j: UH^bfef^-fCS- i;^;^:t=3r 
^^^rS-lo-CT-MTm, ^?aT15^m#t-S, H)^;tl-^ifetcl^^a:^;i/^J:U! 
TK^^iait. emoI/m^T'pHS.Otc^lib, ^^MSri^^-rSo ^e)4\^;taM$: 



ffiiiE#^ 1 1-3085387 



11-08069 



: l^^ai^;i/ = 3: 1] X^mmt ^ Z t K J: ^) . n^^Vt^(D2- 
(2-'f Vy^h^2/"5- {[(2R, 4 R) - 4 - -f V h ^ ^ - 2 - (4-:^^ 

jv^y^A^) tray ;b]:*;i/3j?— :7a:--;i/) i^^^>i;;L/xx-7^;i/0.i8g 

NMECCDClg) 6 -IB : 0.85(6H,d,J=6.1Hz) , 0.89(6H,d, J=7.6Hz) , 1.08(6H,d,J=7.2H 
z), l.l-2.4(llH,ii), 2.9-3.2(2H,m), 3.5-4,6 (7H,ii) , 5.12(2H,bs), 6.82(lH,d 
,J=8.3Bz), 7.2-7.5(8H,in) 
[0 13 8] 

mmm2 o 

mmm7 t.mm(D:Bmic^^) 2- (2->fv::f h^$/-5- {[(2r. 4r)-4 

NMRCCDClg) en : 0.8-0. 9(12H,ii), 1.02(6H,d, J=6,6Hz) , 1.1-2,4(11H,b) , 2.9- 
3.2(2H,iii), 3.4-4.0(7H,iii), 4.1-4.5(1H,b) , 6.81 (lH,d.J=8.6H2) ,7.2-7.6 (3H, 
») 

[0 13 9] 

a^^-fb-f V^>^;i/ h V ;l/;i^X3^^ — ^A39.8g5:-T- h5^t: Kn:7^>i00 

mUC^^cS-fr, -25— 20"CT?n-:/^;H)^^ACDn-^:3p-y->^M (1.6ffloI/L 
) 52iDl&?ir-r-5c -25 IS-Cei^^^^b^t^fC, ^tS^"ei^[^;&^ttT#tg 

tra [4, 5] T^ijy- s-yt>io.oe^m^^ mwvmmM^^^. R^m^^ 

^^srM^-t-So m^nr=.^^m^zy')i3^)i^iy^M.^u^h^^y^- mm 

m; n-^^-9-> : i^^X^;i/ = g5 : 5] T'^igftltd:. M^m^m<DS- (3 
- jt-5^;i':/^U5=>) -1. 4 -^:;:t^'9-7.trn [4. 5] T'ijyiO.^e^m^ 



miE#^ 11-3085387 
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NMRCCDCI 3) 6^il : 0.87(6H,d,J=6.3Hz), l.l-2.4(llH,m) . 3.96(2H,s), 3.97(2H 
,s), 5.16(lH,t,J=7.4Hz) 
[0 14 0] 

8- i3-:^^}\^'f^V'ry) -1. 4 -5^:;r^r■+^:^t^^ [4. 5] 7^:^>10 

NMR(CDCl3)6^ : 0.91 (6H,d,J=6.4Hz) . 1.2-2.8(llH,iii) , 5.37(lH,t,J=7.3Hz) 
[0 14 1] 

4- (3 - 1 -t/^ U'r\^-^ j zyi.Og. D-i/x-r-W^ 
■ J^m^ • l7Kfnifell.lgfei:tJfl^^'^hU^A0.52gS:3i4( y-;i/3.5BlJ3 j:tF7K 
1.5ml0r,m-^^3^lC^^i?$-fr, ^mT'2^t^mi^i-^. MJ^M^CtK SriUX.. =&fm-r 

^m^^^M^til^^ M^U^<D (3S) -8- (3 -^^;v:/^U-t'» -1 
_^7-_4 -y^fXtrn [4. 5] 3 -:3!7;i/:J?>^0.81g^#ec 

NMRCCDClg) 6M : 0.87(6H,d,J=6.1Hz), 1.2-2.8(llH.ii) , 3.1-3.6(2H,m) , 4.34 
(lH,t.J=7.8Hz), 5.19(lH,t,J=7.1Hz), 6.9-7.5 (2H,bs) 
[0 14 2] 

-»^U^>H/^;A^;no.Og, m.WiiJV ^Ai8.igfc<kt5a^'fb>f y •:^^;i'ii.3mi^ 



ffiiaE#¥ 11-3085387 
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:5] X'mmtti\t. mn^m^^0 2,-4v:fh^iy^B^m:^^m,2g^n 

So 

NHR(CDCl3)6M: 1.06(6H,d.J=6.6Hz) , 1.8-2.4(lH,Di) , 3.79(2H,d, J=6.4Hz) , 
3.98(3H,s), 6.8-7. l(2fl,iD). 7.3-7.6(lH.ii) . 7.7-7.9(lH,fli) 
[0 14 3] 

2 -4V':^h^i^^M.Wm:>^^M,lg^7iSiJ-}]^20mlKmm^-^. 5moI/L 
[0 14 4] 

y^? 1/T53,0e. TK^-ffcrijU ^7Z^83.0g. 7Kl20Bli3 J;tFx^;i/X-7^;i/150ml J: U 
p^bfc2;>'T!/:)t ^i>&^tfx^;i/X-^;v^?gtC5~10*CT'MTU. ^?a'e2^ 

S i^r, 25-'30X; T'^Ji»#^^2 .3gfc J: h 'J X5^;i/r 5 >'23inlCDtE-^i^lC Z. Om 

l^^;t^;i/3.8g$:#^„ 
NNR(CDCl3)6'fii: 1.02(6H,d,J=6.8Hz), 1.8-2.4(lE,m) , 3.5-3. 9(7H,in) , 6.7-7 



11-3085387 
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.l(2H,m), 7.1-7.4(2H,m) 
[0 14 5] 

-7^;i/o.45mi$:jii^?iT^. ^M-e30:$>r^M#'r So &mm^m^m.^t:^^ 

: i^^x^;i/ = 95 : 5] T-J^ig-Ttit^. 2 - ( 5 - 3}x ;i/ ^ ;i/ 

NMRCCDClg) 6® : 1.03(6H,d,J=6.8H2), 1.8-2.4(lH,in) , 3.69(5H.s), 3.83(2H, 
d.J=6.4Hz), 6.95(lH,d,J=8.3Hz). 7.6-7.9(2H,m) . 9.86(lH,s) 
[0 14 6] 

2- (5-3t;;i/^;v- >^h:3ri/:7a:-;v) M:^^;vo,80g$:r-fe h 
- h U ;i/8mUc^^$i±, 5~lor;T*:?K25inUC^^^i±;t U h U A 

z::?KftlW.03g, 30%i©^'ffc7Kii7K0.69ml^i;t^7Kl5Blnc^^^i±7tM^S^^■:^ 

-4 --r V-/h^i/^S#^0.62g$:#e. 

NMRCCDClg) 6^1 : 1.03(6H,d,J=6.6Hz). 1.8-2.4(lH,ii) , 3.69(5H,s), 3.81 (2fi, 
d.J=6.4Hz), 6.89(lH,d,J=8.3Hz), 7.8-8.2(2H.m) . 8.8-9.6(lH,bs) 
[0 14 7] 

2 _ >f y ^ dp - 5 - ^ ^ ;V^Jiv#^ -f y ;V0 . 50g tr y i> > 10m 1J3 j; 
XfmOmKDU'^^miZl^M'^-^. 60— 70'CT*iMv>5?f>^:*7y >^i^O.45gS:i0^ 



11-3085387 
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NMRCCDClg) 6M; 1.02(6H,d,J=6.4Hz) , 1.07(6fl,d,J=6.4Hz) , 1.9-2.4(2fl,in) ,3 
.88(2H,d,J=6.4flz), 4. 12(2H,d,J=6.8fl2) , 7.00(lH,d,J=9.0Hz) , 8.19(lH,dd,J= 
8.7, 2.2H2), 8.54afi.d,J=2.2H2), 7.0-9,0(lH,bs) 
[0 14 8] 
0 

K700ml{C^^S$ii:> 70'C-e 3 - D n - 2 1 - :/n 'OeT.Sml 

^i^c;A-^^7.og$:^:&n^, :!K^^^.T. 35r;T-4^r^»f ^mm-^m 

NMRCCDClg) dW. : 1.07(6H.d,J=6.6Hz) , 2.0-2.2(lH,m) , 3.85(2H,d,J=6.4Hz) , 
6.9-7.1(2H,m), 7.4-7.7(lH,m) , 7.83(lB,dd,J=8.1,2.0Hz) , 10.55(lH,s) 
[0 14 9] 

•D^^XU 5^ h^t Kn:7^>20inltC^f?Si±fc 2 --f V h ^ t/^^XT^l^-T^li 

\^sAog^mux2o^m'^'i-i-xmrm. mmmi^-t^. Kmrn^m^mm^.^ji' 



11-3085387 
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NMRCCDCl^) e-ffi : 1.06(6fl.d,J=6.6Hz) , 1.32(3H.t,J=7.1Hz) , 1.8-2.4(1H,ib) ,3 
.78(2H.d,J=6,4Hz), 4.25(2H.q.J=7.1Hz) , 6.53(lH,d,J=16.4Hz) , 6.8-7.6(4H,ii 
), 8.10(lH,d,J=16.1Hz) 

[0 15 0] 
##^1 2 

, M-feiS^^^oDS- (2 --f v:/h^e/7x^;v) :/ntf::t>^x^;i/0.76g$: 

NMR(CDCI 3) 6 M : 1.04(6H,d,J=6.6Hz) , 1.22(3H,t,J=7.1Hz) , 1.9-2.3(1H,ib) ,2 
.5-2,7(2H.in). 2.9-3. 1 (2H,ib) , 3.73(2H,d.J=6.4flz) , 4.12(2fl,q,J=6.8Hz) , 6.7 
-7.3(4H,m) 

[0 15 1] 
##M1 3 

NMRCCDClgJe-fii: 1 . 07(6H,d, J=6.6Hz) , 1.23(3H,t,J=7.1Hz) , 2.0-2.4(lH,m) ,2 
.5-2.8(2H,m), 2.9-3. 1 (2H,m) , 3.84(2H,d,J=6.4Hz) , 4,13(2H,d,J=7.1Hz) , 6.9 
3(lH,d,J=:9.0Hz), 7.7-7, 9(2H,m), 9.85(lfl,s) 

[0 15 2] 
##M1 4 



11-3085387 
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NMR(CDCl3) 6*1 : 1.09(6H,d,J=6.6H2) , 1.34(3H,t,J=7.1Hz) , 2,0-2.5(lH,n) , 
3.90(2H,d,J=6.3H2), 4.28(2H,q,J=7.1Hz) , 6.61 (lH,d, J=16. IHz) , 7.02(lH,d,J 
=8.6H2), 7.8-8.3 (3H,id), 9.90(1H,s) 
CO 1 5 3] 

^^mi 5 

NMECCDClg) e-fi : 1.07(6H,d, J=6.6H2) , 1.25(3H,t,J=7.3Hz) , 2,0-2.4(lH,ii) , 
2.5-2.8(2B,m), 2.9-3.1(2H,b) , 3.82(2H,d,J=6.1Hz) , 4. 14(2H,q, J=7. IHz) , 6. 
85(lH,d,J=8.0Hz), 7.9-8. l(2H.m) , 9.0-9.8(lH,bs) 
[0 15 4] 
1 6 

0^ms tm^<^:^^^^^V 3 - (2 "X ;v) -4- 

NMHCCDClg) : 1.09(6H,d,J=6.8Hz) , 1.35(3H,t,J=6.8Hz) , 1.9-2.4(lH,in) , 
3.89(2H,d,J=6.4Hz), 4.28(2H,q,J=6.8Hz) , 6.62(lH,d, J=16.1H2) , 6.95(lH,d.9 
.OHz), 7.9-8.3(3H,m), 8.6-9. 8(lH,bs) 

[0 15 5] 
#%^1 7 

(2S,4R) -4-t:KD^2/-l. Z-\£uVi?yi^i:j)V:^>mi--^yi^JV 
2 -ni-5^;i/X>t,5=-;i/ll.8g, 3,4-^:^^t: Kn tT^ viimlifej:?):^'?^ h^i/xvT.;!/^ 

: gf^x^;iy=2 : 1] -eiBSf '&ri:(cj:y, (2 S, 4R 

) -4- (7^h^t:Ka-2H-tr5>-2--ra^i/) -i. 2-t:DUi?> 
e;?;f7;V3}<>^l "^>i>;i'2-x^;i/xx^;H2.9g§:^-5„ 

NMRCCDClg) 6te : 1.0-2.6(11H,ib) , 3.3-4.7(9H,») , 4.9-5.3(2H,ia) , 7.1-7.5(5H 
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,m) 

[0 15 6] 

(2S. 4 R) -4- (T^h^tl Kn-2H-tf^>-2--f D^r^*) -1, 2 

^i^3.94g$:jiir^^;&0=^, m^x-mmmw-th. Rj^m^mzmm:^f')vn^t^ 

^HM ; n-/\^i^-> : er^x^>H/=4 : 1] T'S^^I-'S r i: (C J: *J. 

© (2S, 4R) -2- {[jlN^i/ T ^ ^ ] 5?j;V5K-;i/) -4- (5^ 

F^t: Kn- 2 H-tr^> - 2 - ^n^af J/) - i - tfn U Vz/i^ JV-^ym^^yi? 

;v:EX-x;V3.75g$:#eo 

NMRCCDClg) S-ll : 1.2-2.6(8H,m), 3. 0-4. 0 (10H,ii) , 4.3-5.3(5H,in) . 7.2-7.5(5H 
,b) 

[0 15 73 

#^^1 9 

(2S. 4R) - 2- {[^h^t' C;^^;!') T ^ ^ ] :*;i'3K-;P) -4 - (t^ h 
^t:Kn-2H-tr^>-2 — fn^$>') - l- tfpy i;>:^>^^>^^>S^>^ 

;i/^n'5'A0.64g$:»^-70'CT'l^^m^-tS. ^|^i:M'^i^tCi^^3:i5^;i/33mI 
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(2S, 4R) - 2 -:i|v;b5;i/-4 - h 5" t KD - 2 H- tf 2 --f D 

^i/) - 1 - tf D U i?>?5j;i/5K>ig^>i^;i/x::?.T';H.25g$:4iS„ 
NMRCCDClg) S -fit : 1.2-2. 5(8H,m), S.3-4.0(4H,m) , 4.1-4,8(3H,b) . 5.17(2H,bs) 
,7.1-7.5(5H,m), 9.4-9.7(1H,iq) 

[0 15 8] 
#%M2 0 

^^^^ V^y^JV h y Vx:^v'I/iJ^;^>J?— »:7i^3.34g$:'r h^t: 7^>llml 
-25 20X:'^n-'f^)W J^<Oit-^^-^ymWL (1.53mol/L) 4.3 

uii^iQ^mfi^^x^rt^. ~25—i5x:x'mmMn^. mu^xmrnt^^r^ 

ta^-^^o jSfSm-^ife(C^h^fcKn7^>li«Ucl^P$-B:^ (2 S. 4 R) - 

^^y^- mmwim-^^^y ••mm:r.^)i'=-^:\'] xmm^^:r.hiz^ij. 

^n'^^^^o (2S, 4 R) -2 - (4 1 -4- ( 

7^h'5eFn-2H-tr^>-2->rn^$/) - i-tfay i^>7SjA':j}<>^/<> 

NMRCCDClg) e-fit : 0.85(6E,d,J=6.1Hz), 1.3-2.5(llH,m) , 3.3-4. 0(4H,m) , 4.2-4 
.9(3H,ii3, 5.10(2H,bs), 5.2-5.6(2H.ni) , 7.32(5H,bs) 
[0159] 

##'M2 1 

(2S, 4 R) -2- (4 1 -'O^— ;b) -4- (-T^h^eKu- 
2 H-tf'^^- 2 ->rn:^$/) - 1 - trn y i;>:5!j;i/!K>^^>i?;i/x:^7^;i/0. 

eOg^TT^h^t Fn:7^>12mUC^P$ii, 6mol/LJ^^12ml^Ja^, ^MT'2^^ 



10 1 



miE#¥ 11-3085387 



1 1—08069 



^M-fe?*^^® (2S, 4 R) -4-t Kn=^2/-2- (4 1 - 

NMR(CDCl3) 611 : 0.85C6H,d,J=5.9Hz). 1.2-2.4(5H,m) , 3.4-3.9(2H,bi) . 4.3-4. 
6(lH,m), 4.6-5,0(2H,iii), 5.10(2H,bs), 5.2-5.7(2H,m) , 7.2-7.5(5H,») 

[0 16 0] 
##M2 2 

50%7K^'ft:J- h U ^/i:^7K^^K8iiUC:^'ffc-r b^:/^;iyT>=E-^A0.04g^^M 
i20X;^T#M$-ar> b;i/x>o.8mic^|]8?$-frfc (2S, 4R) -4-t:Kn^ 
t/-2- (4 1 -i-tfnus^>:3t;;v3i<>^^> 
x>!.5^;i/0.40gfeJ:tJ^3-^nn-2-:it^;v-l~>/'n'<>0,65ml% 5:$)'^7!)^^■j■TMT 

^f^mmm^i^')^^)\^i^'yji^^u^h^^y^ - mmm. ; n-^^'^z^ .* mm 

X^;i/=:10:l] X'mm-t^:r.tK^i). M^f&^^O (2S, 4R) - 2- ( 
4 -;A-5^;i/- 1 -4- [ (2-;>t^>n/-2-:;^n>^x;i/) ^ilr^' 

NMR(CDCl3)6# : 0.84(6H,d,J=5.9Hz), 1.2-2.5(8H,m) , 3.3-4. l(5H,ffl) , 4.6-5. 
6(7H,b), 7.32(5H,bs) 
[0 16 13 

m^mz 3 

(2S, 4 R) -2- (4 -yt^^JV- l-^>v^—JV) -4- [ (2-^^;i/- 
^ZUKJiiJ. n^m^m<0 (2R, 4R) -4--fV>^h=3ri/-2- (4-:)t 
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NMRCCDClg) S^: 0.8B(6H,d,J=6.1Hz) , 0.89(6fl,d,J=6.6Hz) , 1.0-2.2(llH,m) , 
2.7-3.4(5H.b), 3.8-4.1(lH,m) 
[0 16 2] 

ti h ti^m-r^A p - 1 (Dmwmmtm^'r^mma)^^ - mmm^^xfA p - 
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[^1] 



X-m-^tl. t^^. N^, Ng. N3, N4^<!:tFN 5®M^f^C0i®|^TM^$tl 
^:7T-'rn:7:t- (pharmacophore) ^r^^^T ^ 5 OC7)M^CD -7 "^^ N 3 
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ffi 1^ A 
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